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r 2 :-«* (in xt*-ie* (in) i?5%an*a. 

(CR3R4) n \ R 7 X 
< .N— N— 

MCRSR 6 ),/ R 8 ' 

(II) (III) 

m: lXti:2<Z>S38C. 

X : O, S, N (R 9 ) , C (R 10 ) (R U ) Tf^a*l6«. 
R 3 . R 4 , R 5 . R 6 . R 9 , R 10 WR U : H-Xtt*&ot, 
- H ; - O H ; - O -^MCT)^^^ ? 

m^tiTv^fcj^r y ; eil$tiTVNT% j^t^;^;!/ ; Sifts ft*^ 
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^2002-0 10447. 
ttttT^^;fi«T^U^> ; - COOH ; -COO-«7^; " 

coo-fi»w-^5 -coo-fi»mi'y-ry-^!-coo-« 

-NHCO-ttftWA' 5 Xttt^V. 

M**4] (IV) T^^2-7^T5;f7^i^X 

[ft 3 ] 

^n^v^ (iv) 

o 

[5£i£ <Z>iB-£ \&PJ>y (D^M & . 

A r 2 : Mil S *l T V %T % J: V % T U - M MB****^ D «X tt^|*«l 

r 2 : it** i mm<D-m& (id x&-$b£ ci i d Tf^snss- 

) T?a%3;ftSl£T?&^ n««2-C*U, m««2Tf*y, X#N (R 9 ) , C (R 

• 2 ffi!E$t 2003-3010155 



4# 2 0 0 2 — 010447 

[#ge£<z>Mfl&S£^l 

[0 0 0 1] 
[0 0 0 2] 

jHDlMBIMftK:*»K **v*6gia* tm*«* B**icfc*. r©Btt# 
IRJB9ttfMr& b TiiuMRtf J* ffi a *i» & - 

(Graft Versus Host Disease : GV HD) «M>W«*#**. ** 
[0 0 0 3] 
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3MW»<04Mt • l»«fc«l«bTJlUh«a^t:«3i'r*Sfc« C! ll«r** fcfc (Kausha 
nsky K. et. al., Nature, 369, 568-571, 1994) . T P O ttTT!JCJiil/hS*# 

L^U TPOCD— S-efe-SPEG-rHuMGDF (T P Otf)N5K$8# % 1 6 3#|® 

fn«t-»«««»Snfe (Vadhan-Raj S, Semin Hematol., 37 (suppl. 4), 28-34, 
2000) fcft, TPO(0^Effi^3i:StlTV>S o T P O ttg * * 

^WfB&^^f" Fttc-Mp 1 U KCDBB^JtA&tiTV^S. 
[0 0 04] 

±«© J: S bTtt, #H3¥l 1 - 1 5 2 2 7 6»ICB«©'<>^ 

r«tr>*N»^ ais^twa 9/1126 2-^{cia^©T5/^t K9i/>w## 

, B«IAW0 0/8 54 4 6#K:M©^r^7*l/>»»». HB^BI9 8 

/0 9 9 6 7^iciB^©trnn*;w^/-;^#^ »W¥i 0-212289 

^CB«<D n 7 xt U #12 0 0 0-4 4 5 6 2JCgB*B© 
[0 0 0 5] 

. mffi&ffiO 1/0 74 2 TSa-M^ (VI) Tfa%3tlSflS# 

[ft 4] 



x l_ Y L. z i-^0 (VI) 
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[0 0 0 6] 

»^0 1/5 3 2 6 7TO, Tia-M^ (VII) T?^3*lS>ffc 
X 1 — Y—Z-W 1 (VII) 

[0 0 0 7] 

±IBSM0 1/0 74 2 3#, iM0 1/5 3 2 6 7#« 

*»i»ic*»* 2 -r^r^ 7 fr^-;w^it w*s 19945 

1 #iCH h*=.>3tt)t^ h U bT% VMSChemical 

and Pharmaceutical Bui letin 25^9^2292-2299^- STCttftttft 

[0 0 0 8] 
[3fcU§##& b ± e> £i* & WB 

[0 0 0 9] 
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R S- S v H 

R .X>"Vv <■» 



R 2 : _ M ^ (id xtt-afc* (in) ^tLss. 

(CR3R4) nX R 7 X 

\ (CR 5 R 6 ) m X R 8 

(I I) (III) . 

n : 1 if* h 3 (Z)^i$to 
m : 1XB2 <7)^i5to 

X: O, S, N (R 9 ) , C (R 10 ) (R U ) T?a*S*l*«- 
R 3 , R 4 R 5 > R 6 , R 9 . R^tf^^M-Xl^ot, 
-H;-0H;-0-fii7;i/^; 

msnTv^T* *v^r u ; «Ms*vtvvt% J^r^*** ; g&34vrvN 

6 2003-3010155 
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ttltm^s«»W'J^ ;-cooh; - coo-{Sl7MJi/; - 
coo-tei7M-ii/; -coo-it7MV>-ru-^ ; -coo-i 

-NHCO-®l7W;XimV. 

nXttm^2ja±©«E«1?**»^ CR 3 R 4 WCR 5 R 6 l^ft^ 

n$t„ ] . . 

, c -Mp 1 U KT?**JiM^S##3fl£W^£. 
[0 0 10] 

*&. ««ISHU (IV) ^StlS2-7^7^f7^-Mli 

fax s n & *k w-r s . 

[ft 8 3 



[5£i£ <3Dia# ttJKT ©jft* % 5%*". 

Ar 2 :Sm£nTV^%^TU-;i/:gb< ttMEBr** ^ n tttfe 

£ tiT V^T t> J: VMl^m^^^- D :gtg„ fib, >f > K-;i>&Bfc<. 

R 2 :±ia-^ (id (hi) x°Bt*n&m a ] 




(IV) 



o 
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) T'^^ST?*y, n*?2t'fey, m^2-e&U. X#N (R 9 ) , C (R 1 

3e>lC. *?»§l** (IV) *5«S*i*2-yS/;i/y*/*y!/- 

II) ^Stl**T?*y> n#2T!&y, m#2T*Jfcy, X^N (R 9 ) , C 

[0 0 11] 

****** r-eati »cw&^»»;«*»i-'6<z>ii[«i*xtt 

^n^x;u, ^x;k /*>^x;k /\*izx;i/#ii§tf e>*u «F*b<te 
c 2 _ 3 T;v>?rx;KZ)x^x^ i-^n^-;v, 2-^d^x;k 3-?n^x 

, **y*:/, if'J^ ^ubry^. ^y^>> ^>^y^>> ^*s/ 

rfit7Mu>j t.\t. c 1 _ 6 r;i/^^<©2«s^fey, ^*b<«c 1 _ 4 r 
^^c^i/x x^i/>, by**^>. ^^^^ ^b^*^ 
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[0012] 

n^ntf;K i/fn^, **n*:/*/i/, s/^n^j/A/, $/*n#*^ 

[0 0 13] 

u;k ^ri/u/b. mi/y*, -r^*vy;K >fwy;^ <iv*w 

>f>Ky;w -f^yK'J^ -ryKu^x/u, ^f>^'J^ *;u* 
, >rv*;y^ 7*9s;x/i/, -t-7*vt?-fr* ^y^iJ-y- 

;w ^^-yy-;K >>W'J-M *3/X-f3*vy/i/, -f * *V*y J**. * 

*y*S9-7 s Jv&. a-^if-vn try fT^ntry^f^fe 

[0 0 14] 

»K:w:«iLtf, -fs/KUM >fy-f>KU^ -f^KUj;-M >f>^/y;K 
*;y/i/, >fy^;u^ *;y^*, ^^y $?x;w 
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^rti/y^ -f^ytry 
s?;k ^>y77-;i/, /oy**-fryy/i/, 1 , 2 -^>y>f y^if-yy ;w 
*>y>yyy/b, y ^yyn£ys>/w 

>r>Ky-;K -fy>f>Ky-^ 1. 2-i;nKn^;'j~;K 1,2,3,4 

h ^ Fn ^ y y 3 ,4 -yt KO-2H- 1 ,4-^>y*w- 
;k i ) 4-^Fn-2H-3,i-K>ytW-^> ^n?-^ >fVf 

[0 0 15] 

try fri/u^f^ t^u-yy^^ -f^yy/i/** 

* #y y - ;k >f ^ #v y *?-;k tr^ y y tr^ y y tr^ y 
;w rift:— tr^^y-^ jj>=Etr^^^-;w ^zi/jfty — ^^^afc 

[0 0 16] 
[0 0 17] 
[0 0 18] 

Ar 1 , Ar 2 tC*5tf<5 nB&SJvCV^fc *V*y y MB?**^^* 
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Hfc9] 
— B-C-A (X) 

_ B _ . _ 0 -, -NH- — N (R 12 ) Xtt*«#. 
-A: (a) (e) 3^&i8^S*l*3£. 

(a) ad^, -oh. -o-©tr;i/^;w -oco-te«r/i/*/K 

-COOH, i/TA -NHCONH 2 X!i-NHS 

0 2 NH 2o 

(b) *^^mT5;. «r;^;vWi/^7 

(c) -NHCO-«7;^^ -NHCOO-^mr^^Xta-NH 

so,-i»7^m M7;^^-o -«7;^;i/-e^ 

(d) -o-7'J-;k rogte, -oh. -o-^mr^^W-o- 

OlSTflBSIS tlX V^T %) J; v*. 

(e) TU-;K ^m^D^, #^r*»i^^tl«, -0-75M^3t 
li-0-^D7'J^7^^. Zfr ODafittJSlT Kla%"* 1 o£Ui<D«^a 

An ^, -oHM-o-M7^we>46^ys«atisi^±© . 

1 l miiE# 2003-301015E 
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_ OH . -o-M7^i-o-^Wv>-o-ia7;i/^ ; 
-cooh; - coo-»r;v^v; - co-«r^; 

N -fifty ****b<ttN, N-^W^AW^ 

r^^*b<ttN. N-i?>>^7^W^ ; N-fit7W-N-^ 
^D7M^75 ; 
$/7; ; r\nffy ; t#v. 

[0 0 19] 

bTttfcSft**©^ fittr**^ -CO-tiftT^ -COO-© 

*y/i,*/w -oh, -o-«7;^;k -oco-fitr^*^n^ 

[0 0 2 0] 

J:V^«RT^*^ —OH, -0-»7;^^ -COOH, -COO-« 
y loXB25®«l7^W«a^^*iJ:^^^ 

[0 0 2 1] 

r 3 , R 4 , R 5 , R 6 > R 7 > R 8 > R 9 > R 10 &OPR n K:te»* HWisftTV* 
_ 7U -;i, ; -cooh ; - c o o -«7;v^^ i ttity/u^/wWi/* n r 

x 2 m©# 20 0 3- 3010155 
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2o©ST«^£nTvvr%i^y^ J ■; ) ; )\u>fy ; ;<s^ 

[0 0 2 2] 

rVr 4 , R 5 . R 6 . R 7 , R 8 , R 9 ^ R^fttfR 11 ^!** r ff ^$nrv> 

& s ±<D/\utfyxmm-£ftx^x%£^&mT)\s*J\' ; -oh ; -o-{SI7^ 
-o-fsmr;v^;v-o-fSMr;i/^;v ; -cooh ; -coo-fii7 
; -co—fgmr;!/^;!/ ; Hi7^^o ! ^^n7^^^e>^5^«fc 

y^^ti^ i o3t^2c)(Z)S^em$tlTv^T%<^:v^*;l/A ; E>f ;i/ ; <smr^ 

^i/M^^n7;i/We»^5^yM§^i^±2t3©St'fi$^ 

[0 0 2 3] 

(i) x» (iv) x^^^^^^^t-^mzit, wM^oMM^k 

Q 

[0 0 2 4] 
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^u>m> 7WvE Aft. v> 

u*a, *«J9A, ****** v^^^-f^^il^^tfiil^ 

Xtt (IV) M*«fc*«£tt*©*WaHSft*tt*** v^S>6^nF9 
^^t^HS. *»B®^nK9^***t**^ttt, Prog. 

Med. 5 :2157-2161(1985)lC|a«^tlTVNSS^> 9 9 <>#fll rB*A 

^f.«tn 6 3-19 sK-pKmmtsnr^zm&mfbft 



So 

[0 0 2 5] 

(SS3680 

T?ft, (Greene) ***** (Wut.) * 

rprotective Groups in Organic Synthesis (third edition)j lCfa*g<Z>#lH 

[0 0 2 6] 

(n i sg&) 

i 4 tBiE# 2003-3010155 
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[ftlO] 




XI**<DKJ£14i§#f* 



(le) Xtt*©l2J»ttWI»»fc- (Id) XI**© 

unb-&« (i)xs(iv) &«)i"rs^"e»*. 

(le) ©SJSttiifttbtit ^f;vxxf;K x^;i/x^^;b, 

<Dm&Wtn?J F ; mr^F ; N-n Fn^$/^>^hUTy-;K p--hn 

So 

[0 0 2 7] 

-fb-^ft (ie) ^^nmT'^^itst^, fcavMamtt^*^^ 

(WSG-HCl) * if tru 2?>»«*t»**2/*flsy>*WV^TSliS 

[0 0 2 8] 

I 5 2003-3010155 
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^> (THF) 3&^cDx-^*;i»^^*^® x ^ ;u * ;7 ' feh::l ^ y;i/ 

, N, N-^f^WU* (DMF) ^i*****/!/***!* (DMSO) * if 
[0 0 2 9] 

fijSfclUbT, (le) &*«K:JBV*fcy, N- 

4- (n, N-s^^rs/) trus?>, tfnu>, 

[0 0 3 0] 

>fls* est (i b) *v^t?as^* (i c) fc^rnsi* 

(lb) ttWrsifc3&<*©SJSK:ffiv^sri:%-efs«. 

[0 0 3 1] 

! 6 miiE# 2003-3010155 
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*Mt JMfc* (ID. < x x > *®^n^>fti (ID ^0>^MS* 

[0 0 3 2] 

a n ff y itM £ I* x n u ? y b < 3i*fli«J * M v > £ r\n>fy 

fc#ffc**IR: x-f/l/*; (MeOH) , x*;-* (EtOH) ,2-^ 

nAV-;v, if i/>y 'J a-^<07*a-^l ! Wl»ft#lli s li ; 

Iflf^ (EtOAc) ^©XXf ^Jil^^COiWlC^flmft^WftK^Cfi^^ 
ttHr% (1 a) CflstfS*fttf 3<Z)££, «CJ:»J^*©Any>flS* 

tt*«ftt h 'J 9 OlittiS'PICfiV^ft^d (1 a) JC^MS* 

(la) ?:^n^>«*II, 3i— T;vn-;i/i, ^r«lUKfis** 

[0 0 3 3] 

nypx DMSO^©^n h>tt*tt»«, ;nd^>«« x~r 

(i c) fcfp«a**itjcj:»;, (i d ) tf^ffcsft* 

y s bijiW^, ^fMy^nW^, N, N-S^f/l/T-U 

tru$;>, 4- (N, N-s?*f ;i/7s;) \£vt>v* tf3U>, /ufs^ 

I 7 2003-3010155 
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[0 0 3 4] 

(§2Si) 

[it l l 1 

(1a) (1b) 

Ar-CO z H 
(1e) 

R N rt AT R 2 H R 1 ^N >-Ar 

v < 1c > (2a) ° 

( I) XI* ( I V) 

ai*ft*tt (i) xtt(iv) ftwtf 

[0 0 3 5] 
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[0 0 3 6] 
[0 0 3 7] 

tbCD3 4 + MBS&MegaCult™-C (StemGell Technologies^) &«vvr2we 
11 chamber*^ KICT4MMM»ftTT? 1 0 - 1 4 BIBU 3 7X3T?««bfe. 
*«©«*#K:«oT, »*, @^bfc#> ^glycoprotein IIb/III«iMMCT 

[0 0 3 8] 

**I*<Z>K«H:. (I) XI* (V) ^3tiS*^M©lSXIi 

****** mmu mu mmmKzzmtm^ t«> «tt*©tt«« 

[0 0 3 9] 

1 9 ffi§E# 2003-3010155 
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[0 0 4 0] 

**** Mt *^ BMttlfc**^*^**^- 

[0 0 4 1] 

**tt©tw«H^ «wnutt, m*.**?**™* 
izwmn. mmm. «*■« 

[0 0 4 2] 

«»P«*©^ lHOtm U»0. 0001-50 mg/kg, 

b<ii^o.ooi~io wg/Wfimm-e* s&ic#*b<tto.oi~i ag/kriHta-C* 

2 0 ffilE^ 2 0 0 3 -3 0 1 0 1 5 E 
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9, rtl?rlta-e&-5V>«275M4iaJC^Tm#t-S 0 

ia<Da«t**m*fcy«8ro.oooi~i ■»/!». #*b<t*»o.oooi~o.i */ 

[0 0 4 3] 

[0 0 4 4] 

Rf -: ##$J#"^ Ex : £gftSftf##, 

Salt : m. (HC1 : 5 AcOH : MM ; TFA : h U 7^*nlWI* ; *Bft : * 

Data : JjtfS^Wf 5 - * (MS : FAB-MS(M+H) + ; MN : FAB-MS (M-H) ; NMR : (CH 3 ) 4 Si 
Stf-^tf) 8 (ppm)) , 

R l % R 2^ Ar . -jR^if»©«ftil (Me : Et : nPr : J fr^fr-JU 

tf;K *B*iJ»w7*»* tBu: ar-^'J-^M cpen: $/^n^>^-;v 

, nHex: cHex: : 7x-^ Bn : 

/!,, Py.fcf'j^, Mor:^;i/7*U>-4->f;K Ac:T**/l/, Ms:*#>*;V 

*-;K pipe: fcf^U^-;K Pipa: TBS : # - W U - 

di: s? (2o©me^S^@«lbTv>sri:S:^) . 

[0 0 4 5] 

2 1 ffitE4$ 2003-3010155 
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#%MR 1 

2-7^;-4-(4-7^tQ7x^)f7i/-*6. 0g, THF 10 0m 

1 1. s omusiTU ^mict9 oftmmwist-o &mm^ 

m DMF 10 0ml, l->>^n/\^p$/;i/HX5^>10. 4 g, b'Jxf;!/ 
7. 2mUM9 0t:(:T3 1^#bfe. MJE#£b& 

&i"J»*7A^n7h^7-f- ?nn*;i/A-MeOH= 1 0 0 

: 1~10 0 : 3) iCTWSSU 11. 26g02-T^;-5- (4-^^D 

/\^S/;i/fcf^^^>-i-^;i/) -4- (4-7MD7i-^ ^yvf-/i/& 

[0 0 4 6] 
[0 0 4 7] 
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( Rf 


Syn ! 


i.i — 

R 


R 


uaia 


R1 


R1 


4-F-Ph 


4*-cn8X-vpipa 


NMR(DMSO-de); 1 .05-1 . 

mV A CO <f U 

ZTvon.m),! .oZ- 1 .oz(i n, 
mj, 1 .oo-i .ozv^n.m^^.zu 
-9 ^1 M H m\ 0 58-2 6614 

H,m).2.68-2.76(4H,m),6. 
81(2H,s),7.17(2H,t,J=9.0 
Hz).8.06-8.14(2H,m). I 


R2 


R1 


4-F-Ph 


4-nPr-1-pipe 


MS;320. 


R3 


R1 


3-CI-Ph 


4-cHex-1-pipa 


MS:377. 


R4 


R1 


3-Br-Ph 


4-cHex-1-pipa 


MS;421.423. 


R5 


R1 


3-CFa-Ph 


4-cHex-1-pipa 


FAB-MS(Mr:410. 


R6 


R1 


3-Me-Ph 


4-cHex~1-pipa 


MS;357. 


R7 


R1 


3,4-diF-Ph 


4-cHex-1-pipa 


MS;379. 


R8 


R1 


3-CI-4-F-Ph 


4-cHex-1-pipa 


MS;395. 


R9 


R1 


4-F-Ph 


1-pipe 


MS;278. 


R10 


R1 


4-F-Ph 


4-nPr-pipa 


MS;321. 


R11 


R1 


4-F-Ph 


4-nBu-pipa 


MS;335. 



[0 0 4 8] 
R 1 2 

3 -#nn-4 -ti Kn*S/5fcA«ft ^^x^^2. 5 o g, dmf 2 5 
miW:»'JfA2. 78g, 2- (tert-^/i/SJ^/i/S/y/i/***^ 
) xf;^n^K4. 3 1ml &ii5 OXT'l 5HiMI#lfe. 

/\^if>-EtOAc= 10:1-5:1) iCTftSSU 4.88 g<Z>4- [2- (t 

[0 0 4 9] 

#%MR 1 3 

3-^nn-4-t:h*n^^Ifi ^f;i/x^r^i. 5 g, THF 2 o m 

lOgflC, l-tert-^hdpS/-2-^n^^-;i/l. 8ml. N'J7x^ 
7i>^7-f>3. 16g, 5?x*/l/TV'5?:fr/l/#*2/l'-M. 9ml ^ 

2 3 ffJ!E# 2003 -3010155 
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n~?Vy=7-74- (&Nttt : >N^ri^>-EtOAc= 100:1~5:1) KlTflfJH 
b> 2. 3g©4- (l-tert-^>#2/-2-:7n#*5/) 

[0 0 5 0] 
##09 R 1 4 

^7 0 >- 6 -#;i/jff>^4. OgfcMeOH 3 0 m 1 RUMS*, 7-M£TlCT 

mmm2. omUM, 7 o-cic-t 2 2i»ji#b£o MWTi»b. 

/I,#0. 5 g£*;i/A7^ K 5 m 1 lC$8J5¥31t, g&CTiifO. 15ml. 
^$c7 7jq»0. 0 5g, 3 1%ji^bxK^0. 4 m 1 ^JUiCin^, 8 0°CIC 

0% MeOH-^an^;i/A$:iP^> ^»t7>fh5lbfc. 
»6*l««a«f&EtOH*e»fe»'r«ii:K:J:oT6-^ h^J/A^Jl?-^- 2 

[0 0 5 1] 

##1R 1 5 

5-^^;i/tf^^/-;^-3-*;i/7iOm ifMXfM. 9 6 g, DMF 4 

$/) ^n^;i/^n^ F3. 5 s m l fcin^s oic-ei 8i$ratt&*f$bfc. MJS 

UK : /\^-»f^-EtOAc= 15:1-5:1) Kltilt, 1. 3 9 g <D 1 - C3 

3-#;V#>^ if jl/X^f;V?:#t. 
[0 0 5 2] 

6AT> _LIS#%MR1 2<D*«ilH#iCbT*2K:a%r*»«R 1 6~R2 1 

2 4 mSE# 2003-3010155 



1(120 02-0 1 044 7 



[0 0 5 3] 

[*2] 









uaia i 


1 Rf 1 

R12 


Syn 

R12 


structure 

p 

Meo,c-<r>-q ores 


MS;345. 


1 RIO 1 


rv lo 


MeOX-{_>" 0 P tBu 
Me 


MS;301. I 


R14 


R14 


y=/ SSB V-CONH 2 

Me °2 C ~V/~ N 


MS£31. 1 


R15 


R15 


EtO,C-<\ ki „ 

2 N- N -^-\^OTBS 


MS;327. ~~| 


R16 


R12 


F 

Et0 2 C-^-O w OMe 


MS.243. ~ I 


R17 


R12 


CI 

MeO 2 C-^_^-O^j0Me 


MS;245. 


R18 


R12 


Eto^nTVo OTBS 


MS.403,405. ~~| 


R19 


R12 


CI 

Et0 2 C-^-O w OTBS 


NMR(CDCI 3 );0.05-0.13(6H, 
m),0.82-0.93(9H,m), 1 .40(3 
H,t, J=7.1 Hz).3.97(2H,tJ=5. 
1 Hz),4.28-4.34(2H,m),4.37 
(2H,q.J=7.1 Hz),7.68(1 H,dd, 
J=2.0,1 1 .6Hz),7.87(1 H,t,J= 
2.0Hz) 


R20 


R12 


EtO^-O-O^OTBS 
CI 


MS;393. | 


R21 


R12 


CI 

MeO a C-^-q e _/-OTOS 


' MS;359. 



[0 0 54] 
##$!R 2 2 

#MlR12(0ft^2. 16g, MeOH 2 0ml — THF 1 5ml*«IClM 

2 5 miiE# 2003-3010155 




[0 0 5 5] 

###|R2 3 

3, 4, 5-hiJ7;WD^y^;^n'JKl. 5 6g&C. 2-*h3^>X 
#y-;i/6. 32ml,«S/^6. 5 3 g &flD*., 1 0 0X3 KIT 2 0 ^IW 
^#bfco R^ICTHF 5 0ml&;&n*.> U M-&©#4. 3 

6gfc#fc. #6*lfc««fe«feTHF 15mU»»U 2-* h3f>>X#y- 
;V3. 16ml, tert-^b^i'Fl. 3 5 g SffiKlT4B 

IS&#Lfc„ Sl»*K:5%«il*58*y9A**?ftS:in^fe*. EtOAdCTttffi 

7 6g©3, B-^*n-4- (2-^h^lb*f) 

□ 

[0 0 5 6] 

##MR2 4 

MR 1 4 (DftS®} 0 . 3 g fcTHF-MeOH»&»afc 10ml (1:1) CI 
[0 0 5 7] 

gjr-f , ±C#««IR 2 2(0*SllH*ICl/ , C«3 KwtSfiiflR 2 5-R 8 2 
[0 0 5 8] 



[S3] 



£B§E# 2003-3010155 



#2 002 — 010447 



Rf 1 Syn 



R22 



R23 



R24 



R25 



structure 



Data 



ci 



MN.329. 



R22 



R23 



R24 



R26 



R22 



H0 2 C 




O OTBS 



HO a C 



~0- 



MN;231. 



O OMe 



H0 2 C- 



=( >-CONH, 
-N 



MN;215. 



H0 2 C-(v /)-Q OMe 



CI 



MN;213. 



MN',229. 



R22 HO,C-6 >q OMe 



R27 



R22 



HO,C 



Br 

-d-< 



MN;373,375. 



O OTBS 



R28 



R22 



R29 



R22 



HO,C-^>-Q OTBS 
F 



NMR(CDCI 3 );0.05-0.1 5(6H, 
m),0.85-0.92(9H,m),3.97(2H, 
t,J=5.2Hz),4.32-4.37(2H,m),7. 
73(1H,dd,J=2.0,1 1 ,2Hz),7.93 
(1H.tJ=2.0Hz). 



CI 



MN;363. 



H0 2 C 




O OTBS 



a 



R30 



R22 



HO,C 



MN;343. 



O /-OTBS 



CI 



MS;287. 



R31 



R22 



H0 2 C 




Me 



OtBu 



R32 



R22 



H0 2 C-< J, 

2 N- n n^n^OTBS 



MN;297. 



[0 0 5 9] 

###jRlCD>fl:^2. 00g, 4-*;^^Mtl. 14g, DMF 30 
m l©jWIC, N-tFn^r/h'Jr^ (HOBt) 9 9 2mg, WSC-HC 

i i. 3 9 g ^m^ux^mmwhr=. a B.fem*mm®&®> mmmm^m-f 

2 7 ffiUE# 2003-3010155 



ij#2 002 — 010447 

ft* WKfc**U #6>*lfe3»*ft^nD*^A:MeOH (100 : 1-3 0 : 1 
) ?:Wl^^>'J^>^^^?h^7^^^> :EtOAc 

(5 : i~i : i) *m&mm£?&^v*v»* 1 7 J ** u * rh * ; *' 7 ^'~' lz *- 

-4- (4-7MP7x-ii/) ^ T y-;v-2-^;H-4-^;u^;v^>^ 

FAB-MS(M+H) + ;493. 
[0 0 6 0] 



il 

R 1 ODfc** 3 0 0 m g , t! U > 5 m 1 ©»*IC*7frTT? 4"^; 
^^Mn-J F2 8 Omg&A^ *»ClHi«SHIWWb*©«B'0X5 

-[5- (4-s/^n^*2/^^92?>-i--f^) -4" (4--7;i/^-n-7 

8 0mg(Z>EtOAc 5mli^ 0. 4 M«|-ffi|Xf^l«fe 0 . 4 m 1 ft! 

7t-tt«*Ufe*5iiU 57mg<Z)N-[5- (4 - */9 

y-l-JJl) -4- (4-7^D7x^) ^ T 2 - 4 M - 4 - 

[0 0 6 1] 



#fiR2©ft#*2 9 9mg, DMF 7ml||!C ^;»J>-6-*^> 
^2 1 lmg> WSC-HC1 2 4 3mg, HOBt 1 7 lmg» SfiCtl 2H 

©{CEtOAc 0. 5M*H-EtOAc«««:ftI^btt6<«#bfe^ 

2 8 m§E# 2003-3010155 




4 3 2mg©N- [4 - (4-7^n7i-^ -5- (4 - zfU tT^tT^U 
[0 0 6 2] 

m mm 3 

JVtfyMl 9 Omg^M, -2 5'CT^ d P^ffclU>0. lOmUM, ^ 

(*IIIK : #nn/ft;PA-MeOH= 1 0 0 : 0~9 9 : 1) fCTffigL Z<D*><D$: 
EtOAc 5mlSC^i§U 4 M&^-EtOAc?£$e& 0 . 3 5 m 1 tUX-mWlW b fz. 
m.. tffi^lS:!^ 3 9 7mg0N- [5- (4 n^=3f S/;i/fc?^^> - 

[0 0 6 3] 

mmm* 

|£Sfr0»J6 4<Dit&®l 8 Omg, DMF 5 m 1 5i*g?£tC 1, 1' /I/SM 
^V-MOOmgm ^T*4ra^#^> 28%T> i E-T7Klnil?: 

;i/T^#bfc» r©=b<Z>£x#y-;WC®}i^ lM&M-EtOAc^O. 3 5 
m 1 m-WffblTffi^^i^ 1 5 1 mg©N - [4 - (4-7^7 

-5- (4 -$/#n'\3r$/;i/fcr / <^>- i ^7vf-;i/- 2 - 

[0 0 6 4] 
^«&M5 

HdSM4 20it^mi 3 8 mgJCTM ml. lll!3ni 1 8 O'CT* 1 7 

2 9 miE# 2003-3010155 



#2002-010447 



lM3K»ft*hU ******* MeOH. V^)V^-9-)]y^mX. 
WETttHbl0 1mg©N-[5- (4 -2/^ n^Sz/HfC***- 1 ">f 

;v) -4- (4-7;v^n^oi-;v) V-*- 2 ->f -4 - [ (3, 4- 
>wy _ 2 - t kd^ i/S/^ n^ - 1 - 1 ^) r^j)^yxr 

[0 0 6 5] 

mi&mG0<Dtt&®4: 3 OrngtCTM 5ml, «M 1 5mUM80t;t' 
3. 5MiWLfc 0 KjK«ftOTCK:?WP«, *50ml»i, 
iE«UOlmg0N-[5- a-ism****,*****-!-* 
; V ) -4- (4-7^07^) f7^^ 2 -4 /U] - 2 , 3-**K 

[0 0 6 6] 

ggjBft 2 3 0 . 3 0 g &MeOH 5ml IC*R»3** MTtCTilH 1 

& WSr«2 6 8mg©N-[5- (4-^n^>>^5>^- 
l->f^) -4- (4-7Mn7x-;b) f7«-2-^]-4 I (4 

[0 0 6 7] 
HSI&M 8 

###|R1 2<OflS-MH. 7 2g, MeOH 1 7 m 1 -THF lOmlSMMI 
<0««ic 1 M*«-ffc^ b U 9 A7K^M 6 m 1 ft**., ilSJCT 3 0 IBHM* bfe. 

s^ciifwums. 5mimfe«, u 4- u- 

I©fe©Kl#tfllRl<Oft#«7 2 0mg, DMF 20ml, WSC-HC 
1 9 5 9m g , HOBt 6 7 6mg, 4- tV**&T*J) ^^611mg 
5 0 o ClCT2 2^9 0°ClCT2 0^it#bfc o £jSK«W*U Ik 

3 o ffiSE# 2003-3010155 



#2 002 — 010447 

I 

warn* h v * J**mm* mm*m*izxB»m* mm^h^^^mmlr^ 

a^&^nn^^A-MeOH (100:1-10:1) 
iltSi/UA^^OVh^?^^^ :EtOAc (2:1-1 

: l) v v^^? 97 **^**^ 

nn-4- (2-[3-^.nn-4- (2 -\l Kn*S/x ^>^-f^ 

*>>]xh**/} -N- [5 - (4-f^n^=¥^;i/tf/<^^>-l-^^) -4 
- (4-7MD7x-;V) f7^-2-^H^T^K3 8mg&# 
fee 3©%<Z>IC, MeOH 0. 5ml, THF lml, lM*iftth'J9A*»« 
2 2 5/iim MtCT5HI«IJI#PUfc. SfltfKKlEtOAcfefln*.*:*, Ml 

*/l/A-MeOT-l 0 0:0-100:2) CT»«, SrEtOAc 5 m IK 

»#U 0. lM«tfi|-EtOAc»»E«: 1. 0 m 1 Sfltt*. btf£> <mWVfz&. ffi 

mmzmm. 1 8mgff)3-^n-N-[5- 

>-l--f;i/) -4- (4-7^D7x-^) f7l/-;i/-2-^M-4- 
[0 0 6 8] 

3 6 <D fc&® 0 . 0 9 g £EtOAc 2ml &C«R»3i§\ 2fC#TlCT 4 Mi& 

m-EtoAc^imi&an*., MtiHiwwPufc. fftB-r «: 

itSi^CioTS lmg®4- (T^y -N-[5- (4-3/*n 

/V^S/;ixtf^^>-l— f*) "4- (4-7M07x^) ^T^/-;V- 

[0 0 6 9] 

##«R3 3Oft^«10 0mg, MeOH 5ml©W^ 0'CT*ift^'? 
|th'J7A24mg Sria^^MT? 1 ^F^#> DMF 2ml &iH*. 1 tSISJ&ft, 
b U 9 A 3 6 mg S,iC 1 »m«ttb&. 1 

3 i ffi|iE# 2003-3010155 




A-MeOH-10 0 : 1-2 0 : 1) iCT»«U £©%<D&EtOActc*#«, 0 
. 5M«H8-EtOAc»?R;g:j&n;t, tfffift&SWtU 7 3 m g <DN — [ 5 — (4-5/ 
*n/\*$//i/tf*9 5?>- 1 ->f;i/) -4- (4 ^rV- 

[0 0 7 0] 

£%4« i i 

HJjfi«6 6CD^*2 0 Omg. 3 5%WT;i/ft KIO. ImUSft 
^l/>5ml-W0. 5mlK:*«*U 0 n Kfc^TWStoKaHfc***** b 

0. lml, ^TK^-m^^^HU^-^* 1 0 OmgfciD*., IWefcHSrlB* 

SfeS/yAm^AfnTh^-f- (*tt*: ^nn^;UA-MeOH=9 8 
:4~9 6:4) KJtyflfSSbfc. ZL©%0D £EtOH 5 m 1 Kl»#«, 4MSK 
-Et0Ac»*O. 3 ml fcjWfc-lfti^Utfffifc&MU 1 4 4 m g (Z)N - [ 5 - 

(4-s/^p/\^t/;i/tr^^^>- i — f/iO -4- (4 -7^/tn7x- ;v) 
j. 7 ,j- )V - 2-4 M-4- (4 -^^;i/tr^9^>- 1 ->f/i/) 'OXT^ 

[0 0 7 1] 

UlJ&M 1 2 

Uttft 1 9 <Dit&%!) 2 7 9 m g , hM>10ml MttlC T S^fb h U 
XXI. Slg&flU*., 1 4^raiHl^M^Lfe 0 ^x^/l/X-^/l/, lM**ffe 

a***:**.* ^cfetfciR&atm, «ffiT«« 

Lfc. 0 o C^T^KJS{C^i»5:m. «f 138mg©N-[5- 

(4-*/^n^^s/^/tr^9-2?>- 1 ->f/i/) -4- (4 -"7;v^n-7ain;v) 

3 2 miE#2 0 0 3 - 3 0 1 0 1 5 5 



#2 002 — 010447 



^ T x/_ ;l/ _ 2 ->f;i']-4- (iH-rh7^-;v-5 — f;i/*^;i/) *<yx 

[0 0 7 2] 

1 3 

9 (Dit&m 0 . 1 5 g &THF 10ml iC^8?£i2\ *^TCt h U X*- 
;i/T^>0. 1ml, ^OnWxf ;i/4 OmgCTHF (2ml) ^ MlCifH 
ISU-l^lfc. £fc**:WIU *£*ttx., EtOAceHirffibfc. #£> 

%«J8t-Sii:t<fcoT#&nS»9«&EtOAc^e>S*§©'t-SrfcK:J:oTN 
-[5- -4- (4-7MD7 

x -;v) f7i/-;i/-2-^fM-4- (* h^>#;i/^;i/yi* y 

>X7^K0. 12g&*fe. #fettfe-ffc-&«S:EtOAc5mlK:j||«S"ft, 
TCTO. 4Mm^-EtOAc^|gO. 6 m 1 %UHX— WSlWLito *TffifSH# 
£5 ML «Jlt«r £&C£oT 1 1 5mg0N-[5- (4 n^Sz/l/fc? 

1 -^f;V) _ 4 - (4-7M07x^) ^TV^— 2 — 71/] 

-4- h^^^;^^— ;vr^ y *^;v) ^>X7^ K tKt^Hfc, 

[0 0 7 3] 

14 

HI«9©^i|lO. 15g£THF 5mlJC«l»a*, MTCth'Jx^ 
T^>0. 2ml, *#>>Wl/*-;i/4'a^-f F3 5mg©THF(2ml)itS 

JET^^m^t-^^^lCAoT^&tiS^W^^EtOAc-^^^^m^^ 
felfJUfH-rS^^KlioTN- [5- (4 -S/^n^*S/^tf^9^>- 1 ~^ 
/I/) -4- (4-7^n7x^) 2 -^f;U] - 4 - 

;i/7*-^75;^f;i/) ^>xt^ko. i2gs#fc. #&tifc^«S:Et 

0Ac5mltcKiS3ii\ xK^T, lM«Bfc-Et0Acj£«0. 2 m 1 ftlW^.-lft«# 
L7c D #ffi-r<5@#£:3i®, «5«-r«ii:JC«fcoT 1 llmg©N-[5- (4 
-5/# n-^Sz/l/lf'^S^- 1 -4- (4-7jl/^n7x-^) 

3 3 ffi!E# 2003-3010155 



#2 0 0 2 — 0 1 0 4 4 7 



[0 0 7 4] 

15. 

JUM6 7®M5 7mg, tru^>2ml^^C0 , 'C^CfeV^T^^:*^V 
Wmt**»l 8 /» 1 ftfllA, OT5*&miCT2*WWPbfc. «ffT»«ft« 

A^7h^7>f- (»«*: ^nn^;i/A-Me0H= 1 0 0:1) 

Lfc. 3©*>©icsm yT/ntr/ux— y-zi/fcin*., tfrffiftfcSrau i9mg<z>* 
n — (4- {[5- (4-2/^n^^rS/;i/tf^^^>-i-^^) - 4 - < 

[0 0 7 5] 

&tttf 1 6 

H»J6 7 0Mfr&4&7 lmg, DMF 5ml(0»**lC, 3 - * h*S/:7P 
> |7i mg , HOBt 1 2 Omg, WSC-HCl 18 0mgm, SIfr&5 0TC 

*;bA-MeOH=l 0 0 : 1 ~ 5 0 : 1 ) tCTfjtSSbfc. S&K1**7-/I/. 1M 

ODS^D7h^7-f- (»•*:<>. OOl 
N*«***-MeOH- 2 : 1-1 : D JWIflW^t MJ 9 A* 

s;-fy^ntf/i/x--y/i/ftW*., £Bfc*rttt*fcaMu 20mg©N 
-[5- (4-s/^o^s/-n/tr'<9S?>-i— f>i/) ~ 4 ~ ( 4_7 ^ n7 
x=./io ^ry-;v-2-> f^]-4-[ (3-* b^s/^aAV>r;v) r$;} 

[0 0 7 6] 

3 4 mSE# 2003-3010155 




mmm n 

KDfc&m* 88mg, MeOH 8ml®MfC, 2R#T, lMftMit 
thUm*«l. 7ml £»KT9Hm*#bfc. &J£*IC 1 M* 

a***1..7mlfcj|l*., «f MeOHT«H**«ffi««bfc. d 
0%©?:EtOAc lOmlCMU 0. 1 M&^-EtOAc?£?££ 2 . 5 m 1 

smmmwht^. mmm^mm. io9mg<z> (2-^0-4 - { [5 - ( 

4 -t/^n^t/^yd^Vy- 1 — >f ;u) -4- (4-7Mb7i-^) ^ 

[0 0 7 7] 

[^4] 
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I >-n 

>N >-Ar 
O 



Ex 
(Salt) 


R 2 


Ar 


Data 


1 

(HCI) 


4-cHex- 
1-pipa 


4-NC-Ph 


MS;490. I 


(HCI) 


4-nPr- 
1-pipe 


quinolin-6-yl 


NMR;0.90(3H.t,J=7.1 Hz),1 .23-1 .4 
5(7H.m).1.77(2H,d,J=10.8Hz).2.6 
6(2H,t.J ss 10.3H2),3.15(2H,d,J-11 . 
7Hz).7.29(2H,t, J=9.1 Hz).800(1 H. 
rid l=4 7Hz 8 6Hz) 8 17-8 20(2H. I 
m),8.40(1H ) d > J=8.8Hz),8.56(1H ) d 
d.J=2.0Hz.8.8Hz),9.01(1 H,d,J=1 .5 
Hz),9.03(1H.8),9.29(1H.dd,J=1.5H 
z.4.9Hz),12.50-13.00(1H,br). 
MS:475. 


3 

(HCI) 


4-cHex- 
1-pipa 


quinolin-7-yl 


MS;516. 


4 

(HCI) 


4-cHex- 
1-pipa 


m mm ^ % mWH. m+^M ft M_ 

4-H 2 NOCCHz-Ph 


MS;522. 


5 

(HCI) 


4-cHex- 
i-pipa 


-OH OH 


MS;576. 


6 

(HCI) 


4-cHex- 
1-pipa 


OH 


Mo,o4y. 


7 

(HCD 


4-cHex- 


4-(4-HO-PhO)-Ph 


MS;573. J 


8 
(HCI) 


4-cHex- 
1-pipa 


3-CM-HOCH2CH2 
O-Ph 


MS;559. | 


9 

(HQ) 


4-cHex- 
1-pipa 


4-HaNCHrPh 


MS;494. 


10 
(HCI) 


4-cHex- 
1-pipa 


4-HOCH2-PK 


MS;495. ~~| 


11 
(HCI) 


4-cHex- 
1-pipa 


4-(4-lwie-1 -pipaj-r 
h 


IVlO,oOO. 


12 


4-cHex- 
1-pipa 


4-(1H-tetrazol-5-yl) 
CHs-Ph 


MS;547. ~1 


13 
(HCI) 


4-cHex- 
1-pipa 


4-Me0 2 CHNCH2-P 
h 


MS;552. 1 


14 

(HCI) 


4-cHex- 
1-pipa 


4-MsHNCH2-Ph 


MS-,572. | 


15 


4-cHex- 
1-pipa 


4-Me0 2 COCHN-P 
h 


MS;566. 


16 


4-cHex- 
1-pipa 


4-MeOCH 2 CH 2 OC 
HN-Ph 


MS;566. | 


17 
(HCI) 


4-cHex- 
1-pipa 


3-CI-4-H0 2 CCH 2 0 
-Ph 


MS;573. 
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[0 0 7 8] 
[0 0 7 9] 

[^5] 
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Ex 
(Salt) 


Syn 


At 


Data 


18 
(HCI) 


1 


3-NC-Ph 


MS;490. 


19 
(HCI) 


2 


4-NCCHz-Ph 


MS;504. 


20 
(HCI) 


3 


4-NCCH 2 CHz-Ph 


MS.518. 


21 
(HCI) ! 


3 


4-(NCCH=CH)-Ph 


MS;516. 


22 
(HCI) 


2 


4-PhO-Ph 


MS;557- 


23 


3 


4-(4-MeOCH20-PhO)-Ph 


MS;617. 


24 
(HCI) 


1 


3-F-4-F 3 C-Ph 


MS;551. 


25 
(HCI) 


2 


4-Me 2 NCH2-3-F-Ph 


MS;540. 


26 
(HCI) 


2 


4-Me 2 NCH2CH 2 0-3-F-Ph 


MS;570. 


27 
(HCI) 


2 


S-CM-MeOCHaCHzO-Ph 


MS;573. 


28 
(HCI) 


2 


4-HO-3-MorCH2-Ph 


MS;580. 


29 


2 


4-H035-Pn 


Mo ,D40. 


30 


3 


4-(4-tBu02C-1 -pipa)-Ph 


MS;649. 


31 
(HCO 


3 


4-(4-Ao-1-plpa)-Ph 


MS;591. 


32 
/upn 


3 


4-Mor-Ph 


MS;550. 


33 
(HCI) 


2 


4-AcOCHa-Ph 


MS;537. 


34 
(HCI) 


2 


4-AcHNCHrPh 


MS;536. 


35 
(HCO 


2 




MS;562. 


36 


2 


4-tBu02CHNCH2-Ph 


MS;594. 


37 
(HCI) 


2 


4-H2NOCHNCH2-Ph 


MS',537. 


38 
(HCI) 


2 


4-MsHN-Ph 


MS;558. 


39 
(HCI) 


2 


4-H 2 N02SHNCH r Ph 


MS;573. 


40 


2 


4-tBuOsCHN-Ph 


MS.580. 



3 8 



ffi§E4# 2003-3010155 



[0 0 8 0] 



#2 0 0 2-0 1 0.44 7 



3 g ffi!£# 2003-301015E 



#2 002-010447 



?.. Sun 



Ex 
(Salt) 


Syn 


Ar 


Data 


41 ' 
inoi; 


2 


3-CI-4-Me0 2 CCH20-Ph 


MS;587. 


42 
(HCO 


2 




MS.604. 


43 
(HCI) 


3 


4-Me0 2 CCH2-Ph 


MS;537. 


44 

(HCI) 


3 


3-Me0 2 CCH2-Ph 


MS;537. 


45 
(HCI) 


1 


naphthaIen-2-yl 


MS;515. 


46 
(HCI) 


2 


quinolin-2-yl 


MS;516. 


47 
(HCI) 


2 


isoquinolin-3-yI 


MS;516. 


48 

fHcn 


2 


quinolin-3-yl 


MS;516. 


49 
fHCh 


2 


quinolin-6-yl 


MS.516. 


50 
fHCO 


3 


isoquinolin-7-yl 


MS;516. 


51 
fHCI) 


3 


quinolin-4-yl 


MS;516. 


52 
(HCI) 


2 


2-HO-quinolin-6-yl 


MS;532. 


53 
(HCI) 




9-MpO-ntiino1in-6-vl 


MS;546. 


54 
(HCI) 


2 


benzimidazol-5-yl 


MS;505. 


55 


2 


indol-5-yl 




56 
(HCI) 


3 




MS;536. 


57 
(HCI) 


2 


6-HO-naphthalen-2-yl 


MS;531. 


58 
(HCI) 


2 


imidazo[1 ,2-a]pyrldln-6-yl 


MS;505. 


59 
(HCI) 


2 


2-Me-isoindolin-5-yl 


MS;520. 


60 


3 


2.3-dlBnO-auinoxalln-6-yl 


MS;729. 


61 
(HCI) 


1 


benzodioxolan-5-yl 


MS;509. 



ffiIE# 2003-3010155 



#2002-010447 




Ex 
(Salt) 


Syn 


Ar 


Data 


62 
(HCI) 


17 


4-HO2CCH2HN-PI1 


MS;538. 


63 


17 


4-HO 2 C0CHN-Ph 


MS;552. 


64 
(HCI) 


17 


4-H0 2 CCHz-Ph 


MS;523. 


65 
(HCI) 


17 


3-HOaCCHrPh 


MS;523. 


66 
(HCI) 


9 


4-(1-pipa)-Ph 


MS;549.. 


67 
(HCI) 


9 


4-H 2 N-Ph 


MS;480. 


68 
(HCI) 


11 


4-Et02CCH 2 HN-Ph 


MS;566. 


69 
(HCI) 


4 


3-H 2 NOCCH2-Ph 


MS;522. 


70 
(HCI) 


15 


4-MeOCH 2 OCHN-Ph 


MS;552. 



[0 0 8 2] 
[0 0 8 3] 



4 1 



2003-3010155 



#2 002 — 010447 



[*8] 

fx n 



No 


R 1a 


R 2 


Ar 


A1 


3-CF 3 


4-cHex-1-pipa 




A2 




3-CI-4-H0CH 2 CH 2 O-Pti 


A3 






5-CI-6-HO(CH 2 ) 3 NH-3-Py 


A4 


3-Br 




4r/u>-6— f;u 


A5 






3-d-4-HOCH2CH20-Ph [ 


A6 






5-CI-6-HO(CH,) 3 NH-3^Py 


A7 


3-CI 






A8 






3-CI-4-HOCH,CH 2 0-Ph 


A9 






5-CI-6-HO(CH 2 ) 3 NH-3-Py 


A10 


3-F 






A11 






3-CI-4-HOCH 2 CH20-Ph 


A12 






5-CI-6-HO(CH 9 ) a NH-3-Py 


A13 


3-Me 




*SiJ>-6-' 


A14 






3-CI-4-MeOCH 2 CH 2 0-Ph 


A15 






5-CI-6-HO(CH 2 ) 3 NH-3-Py 


A16 


3-tBu 






A17 






3-CI-4-HOCH 2 CH 2 0-Ph i 


A18 






5-CI-6-HO(CH 2 ) 3 NH-3-Py 


A19 


4-F 




S-CI-S-HOCCH^aNH-S-Py 


A20 


3,4-diF 






A21 




3-CI-4-MeOCH 2 CH 2 0-Ph 


A22 






5-Ci-o-nO(On2j 3 Nn-o-ry 


A23 


3-CI-4-F 






A24 




3-CI-4-H0CH 3 CH 2 O-Ph 


A25 






5-CI-6-HO(CH 9 ) 3 NH-3-Py 


A26 


4-F 


4-nPr-1-pipa 


*yyi/-6 — r;u 


A27 




3-CI-4-HOCH,CH 2 0-Ph 


A28 






5-CI-6-HO(CH 9 ) 3 NH-3-Py 


A29 


3-CI 






A30 






3-CI-4-HOCH 2 CH 2 0-Ph 


I A31 






5-CI-6-HO(CH,) 3 NH-3-Py 


! A32 


3-CF3 






A33 




3-CI-4-HOCH,CH 2 0-Ph 


A34 






5-CI-6-HO(CH,) 9 NH-3-Py 


A35 


4-F 


Mor 




A36 






3-CI-4-H0CH*CH 2 0-Ph 


A37 






5-CI-6-HO(CH,) 9 NH-3-Py I 



[0 0 84] 



ffi§E4#2 003 - 3 010155 



#2002—010447 




No 


R 2 


Ar 


B1 


o 




B2 


3-d-4-HOCH2CH 2 0-Ph j 


B3 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B4 






B5 


3-d-4-H0CH2CH 2 0-Ph 


B6 


5-d-6-HO(CH2)3NH-3-Py 


B7 


o > — ' 


*yy>— e— <ji 


B8 


3-CI-4-HOCH 2 CH20-Ph 


B9 


5-CI-6-HO(CH2>3NH-3-Py 


B10 


4-nBu-1-pipa 




B11 


3-d-4-HOCH 2 CH 2 0-Ph | 


B12 


5-CI-6-HO(CH 2 )3NH-3-Py 


B13 


4-(3-Pentyl)-1 -pipa 




B14 


3-CI-4-H0CH 2 CH 2 0-Ph 


B15 


5-CI-6-HO(CH 2 )3NH-3-Py 


B16 


4-Pr-3,5-diMe-1-pipa 




B17 


3-CI-4-HOCH2CH 2 0-Ph 


B18 


5-CI-6-HO(CH 2 )3NH-3-Py 


B19 


4-cPent-1-pjpa 




B20 


S-CM-HOCI-feCHfeO-Ph 


B21 


5-CI-6-HO(CH 2 )3NH-3-Py 


B22 


4-cHept-1-pipa 




B23 


3-CI-4-HOCH 2 CH 2 0-Ph 


B24 


5-CI-6-HO(CH 2 ) 3 NH-3-Pv 


B25 


4-nPr-1-pipe 


3-d-4-HOCH2CH 2 0-Ph 


B26 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B27 


4-(1-pipe)-1-pipe 




B28 


3-CM-HOCH^H^Ph 


B29 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B30 


4-(4-F-i-pipe)-1-pipe 


%/y>-e— ot 


B31 


3-CI-4-HOCH 2 CH 2 0-Ph 


B32 


5-CI-6-HO(CH 2 )3NH-3-Py 


B33 


X>-C N - 




B34 


3-CI-4-HOCH 2 CH 2 0-Ph 


B35 


S-CI-e-HOCCH^aNH-S-Py 


B36 




*yu>-6 — fJU ! 


B37 


3-CI-4-HOCH 2 CH 2 0-Ph 


B38 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 



[0 0 8 5] 



4 3 miiE# 2003-3010155 



4#2 002-010447 



Ml 0] 




No 


R 2 


Ar 


B39 


/ — v / — \ 


3-CI-4-H0CH2CH 2 O-Ph 


B40 


5-CI-6-HO(CH2)3NH-3-Py 


EMi 






RAO 








B44 






B45 


3-CI-4-H0CH 2 CH 2 O-Ph 


B46 


5-CI-6-HO(CH2)3NH-3-Py 


OAT 

. B47 






B48 


3-CI-4-HOCH 2 CH 2 0-Ph 


B49 


5-d-6-HO(CH2) 3 NH-3-Py | 


B50 


4-(4-F-cHex)-1-pipa 




B51 


3-CI-4-HOCH 2 CH 2 0-Ph 


B52 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B53 


4-(4-MeO-cHex)-1-pipa 




B54 


3^1-4-HOCI-feCteO-Ph ! 


B55 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B56 


4-(4-CFs-cHex)-1-pipa 


*y'Jl/-6— Ob i 


B57 


3-CI-4-H0CH 2 CH 2 0-Ph 


B58 


S-CI-e-HOCChfc^NH-S-Py 


B59 






B60 


3-CI-4-H0CHaCH90-Ph 


DDI 




B62 






B63 


3-CI-4-HOCH 2 CH 2 0-Ph 


B64 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B65 


F 3 C^ ^-^ 




B66 


3^1-^HOChfeCHaO-Ph 


B67 


5-CI-6-H0(CH 2 ) 3 NH-3-Py 


B68 




*yy>-e— in* 


B69 


3-CI-4-HOCH2CH 2 0-Ph 


B70 


5-CI-6-HO(CH 2 ) 3 N H-3-Py 


B71 


EtO-C ^ 


*S*)l/-6 — (Jl> 


B72 


3-CI-4-HOCH 2 CH 2 OPh 1 


B73 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B74 


H0 2 C /— \ 


*svzs-6 — r/u 


B75 


3-CI-4-H0CH 2 CH 2 0-Ph 


B76 


S-CI-e-HOCCH^sNH-S-Py 



[0 0 8 6] 



ffiliE# 2003-3010155 



#2 002-010447 



[Ml 1] 




No 



Ar 



B77 



B78 



HjNOC 



3v"J>-6— <;u 



B79 



3-CM-H0CH 2 CH20-Ph 



B80 



B81 



B82 



Me 



3-d-4-HOCH2CH20-Ph 



S-CI-e-HOCCH^NH-a-Py 



B83 



B84 



B85 



3-d-4-HOCH 2 CH20-Ph 



5-Ci-6-HO(CH 2 )3NH-3-Py 



B87 



6a. 



B88 



3-CW-HOCH 2 CH 2 0-Ph 



5-CI-6-HO(CH2)3NH-3-Py 



B89 



B90 



B91 



N 



Me 

M — ' 



3-CM-HOCH 2 CH 2 0-Ph 



B92 



B93 



B94 



S-CI-S-HOCCH^aNH-S-Py 



a-CM-HOCHsCHaO-Ph 



5-CI-6-HO(CH ? > a N H-3-Py 



B95 



B96 



B97 



0 



3-CI-4-HOCH 2 CH 2 0-Ph 



S-CI-e-HO^H^NH-a-Py 



B98 



B99 



B100 



3-Cl-4-HOCH 2 CH 2 0-Ph 



5-d-6-HO(CH 2 )3NH-3-Py 



B101 



B102 



1-pipe 



S-CI-^-HOCHaCHaO-Ph 



B103 



5-CI-6-HO(CH 2 )aNH-3-Py 



B104 



B105 



4-F-1-pipe 



3-CI-4-HOCH,CH 2 Q-Ph 



B106 



5-CI-6-HO(CH 2 ) a NH-3-Py 



B107 



B108 



3-(Me 2 NCH2)-1-pipe 



3-q-4-HOCH 2 CH 2 Q-Ph 



B109 



5-CI-6-HO(CH 2 )aNH-3-Py 



B110 



B111 



2-(Me 2 NCH 2 )-1-pipe 



3-CI-4-HOCH 2 CH ? Q-Ph 



B112 



5-CI-6-HO(CH 2 )3NH-3-Py 



4 5 



mfE^2 0 03-3 01015E 



[0 0 8 7] 
C*l 2] 



#2002—01044 7 



4 6 



2003-3010155 



4$ 2 002 — 010447 



R YV H 



No 


R 


Ar 


C1 


4-nPr-1-pipa 




C2 


4-nPr-1-pipe 


C3 


4-cHex-1-pipa 




C4 


4-nPr-1-pipa 


C5 


4-nPr-1-plpe 


C6 


4-cHex-1-pipa 




C7 


4-nPr-1-pipa 


C8 


4-nPr-1-pipe 


C9 


4-cHex-1-pipa 




C10 


4-nPr-1-pipa 


C11 


4-nPr-1 -nine 


C12 


4-cHex-1-pipa 




C13 


4-nPM-pipa 


C14 


4-nPr-1-pipe 


C15 


4-cHex-1-pipa 




C16 


4-nPM-pipa 


C17 


A-riPr-1 -nice 


C18 


4-cHex-1-pipa 




C19 


4-nPM-pipa 


C20 


4-nPM-pipe 


C21 


4-cHex-1-pipa 


2— ^h^rV^^U^r-Zy^— 6— 


C22 


4-nPr-1-pipa 


C23 


4-nPr-1-pipe 


C24 


4-nPr-1-pipa 




C25 


4-nPr-1-pipe 


C26 


4-nPr-1-pipa 




C27 


4-nPr-1-pipe 


C28 


4-cHex-1-pipa 




C29 


4-nPM-pipa 




C30 


4-nPM-pipe 




C31 


4-cHex-1-pipa 




C32 


4-nPr-1-pipa 




C33 


4-nPr-1-pipe 




C34 


4-cHex-1-pipa 




C35 


4-nPM-pipa 


-TV-* 


C36 


4-nPr-1-pipe 




C37 


4~cHex-1-pipa 




C38 


4-nPM-pipa 




C39 


4-nPr-1-pipe 





ffifE# 2003-3010155 



#2 002—0 10447 



[0 0 8 8] 



4 8 mffiE# 2003-3010155 



#200 2-010447 




No 


R 2 


Ar 


C40 


4-nPM-pipa 




C41 


4-nPr-1-pipe 


C42 


At PK ^ » „ _ 

4-nPM-pipa 


•* - mm m m*. mwm Af « ■ 

7— -f/b 


a^ 

C43 


4-nPM-pipe 


C44 i 


4-nPr-1-pipa 




C4o 


>l M n. 4 MIMA 

4-nrr-i-pipe 


C4o 


4-CneX- I -pi pa 




C**f 


•t-nri-l-pipa 


C*a q 
C4o 


4-nrr-i-pipe 


C*fa 


•4-cnsx- 1 -pipa 




Cou 


4-nrf-j-pipa 


C51 


4-nrr-i-pipe 


CoZ 


■4-cnex-j -pipa 


2. 3. 4— rh^tKP+y 

•Ji/-6 — fw- 


COO 


«t-nrr- i-pipa 


C54 


4-nPr-1-pipe 


Coo 


4-criex-i -pipa 


1-jWb-3. 4-i?tKO-2H-1. 4 

-^>v**-y-v>-7--ou 


COO 


•4-nKr- i-pipa 


Co7 


4-nPr-1-pipe 


Coo 


4-criex-i -pipa 




Co9 


4-nPr-1-pipa 


C60 


4-nPr-1-pipe 


C61 


4-cHex-1-pipa 


1->^;i/-3. 4-vtKP-2H-1. 4 
-X>!/-*-4riH?>-7— (A* 


C62 


4~nPM-pipa 


C63 


4-nPr-1-pipe 


C64 


,4-cHex-1-pipa 


3-F-4-HO(CH2)20-Ph 


C65 


4-nPM-pipa 


Coo 


il f«%^3#> 4 MIMA, 

4-nrT-l-pipe 


C67 


4-cHex-1-pipa 


3-Br-4-HO(CH2>20-Ph 


C68 


4-nPr-1-pipa 


C69 


4-nPM-pipe 


C70 


4-cHex-1-pipa 


3-Me-4-HO(CH-»)20-Ph 


C71 


4-nPM-pipa 


C72 


4-nPr-1-pipe 


C73 


4-cHex-1-pipa 


3-CF-r4-HO(CH2>20-Ph 


C74 


4-nPM-pipa 


C75 


4-nPr-1-pipe 


C76 . 


4-cHex-1-pipa 


3,5-diF-4-HO(CH2) 2 0-Ph 


C77 


4-nPr-1-pipa 


C78 


4-nPM-pipe 


C79 


4-cHex-1-pipa 


3,6-diCI-4-HO(CH2)20-Ph 


C80 


4-nPM-pipa 


C81 


4-nPr-1-pipe 



ffi|E#2 0 0 3 - 



3 0 1 0 1 5 E 



[0 0 8 9] 

mi 4] 



#2 002 — 010447 



5 0 tBSE# 2003-301015E 



4f#2 0 0 2 — 0 1 0 4 4 7 




No 

C82 1 4-cHex-1-P»pa 



At 

^t-S-F-^HOCCH^O-Ph 



C83 1 4-nPr-1-pipa 



C84 1 4~nPr-1-pipe 



C85 1 4-cHex-1-pipa 



3-F-4-MeO(CH2)20-Ph 



C86 1 4-nPr-1-pipa 



C87 1 4-nPr-1-pipe 



C88 1 4-cHex-1-pipa 



a-CM-MeCHCHz^O-Ph 



C89 1 4-nPr-1-pipa 



C90 1 4-nPr-1-pipe 



C91 1 4-cHex-1-pipa 



3-Br-4-MeO(CH2>20-Ph 



C92 1 4-nPr-1-pipa 



C93 1 4-nPr-1-pipe 



C94 1 4-cHex-1-pipa 



3-Me-4-MeO(CH2) 2 0-Ph 



C95 1 4-nPr-1-pipa 



C96 1 4-nPr-1-pipe 



C97 1 4-cHex-1-pipa 



3-CF3-4.MeO(CH2hO-Ph 



C98 1 4-nPr-1-pipa 



C99 1 4-nPr-1-pipe 



C100 | 4-cHex-1-pipa 



3-CI-4-HO(CH2) 3 0-Ph 



C101 I 4-nPr-1-pipa 



C102 | 4-nPr-1-plpe 



C103 1 4-cHex-1-pipa 



3-CI-4-MeO(CH2)30-Ph 



C104 I 4-nPr-1-pipa 



C105 I 4-nPr-1-pipe 



C106 4-cHex-1-pipa 



CI 



C107 4-nPr-1-pipa 



C108 4-nPr-1-pipe 



O^OH 
Me 



C109 4-cHex-1-pipa 



C110 4-nPr-1-pipa 



CI 



C111 I 4-nPr-1-pipe 



Me 



C112 4-cHex-1-pipa 



C113 4-nPr-1-pipa 



C114 4-nPr-1-pipe 



CI 

/-O^OH 
Me 



C115 4-cHex-1-pipa 



CI 



C116 4-nPr-1-plpa 



C117 I 4-nPr-1-pipe 



0^_OMe 
Me 



C118 4-cHex-1-pipa 



CI 



C119 4-nPr-1-plpa 



C120 4-nPr-1-pipe 



5 1 



ffi|iE#.2 003-3010155 



#2 002 — 010447 

[0 0 9 0] 



5 2 liifE# 2003-301015 



#2002—010447 




No 



Ar 



D1 4-cHex-1-pipa 
~D2 1 4-nPr-1-pipa 



w 01 



D3 4-nPr-1-pipe 



'-a 



D4 4-cHex-1-pipa 



CI 



D5 4-nPr-1-pipa 



D6 4-nPr-1-pipe 



D7 4-cHex-1-pipa 



CI 



D8 4-nPr-1-pipa 



D9 4-nPr-1-pipe 



D10 4-cHex-1-pipa 



CI 



D11 4-nPM-pipa 



D12 4-nPr-1-pipe 



D13 4-cHex-1-pipa 



D14 4-nPr-1-pipa 



D15 4-nPM-pipe 



Q pH 
OH 



D16 4-cHex-1-pipa 



CI 



D17 4-nPr-1-pipa 



D18 4-nPr-1-pipe 



O OH 



OMe 



D19 4-cHex-1-pipa 



D20 4-nPr-1-plpa 



D21 4-nPr-1-pipe 



O pMe 
OH 



D22 1 4-cHex-1-pipa 



D23 1 4-nPr-1-pipa 



D24 1 4-nPr-1-pipe 



CI 



D25 1 4-cHex-1-pipa 



CI 



D26 1 4-nPr-1-plpa 



D27 1 4-nPr-1-pIpe 



OH 



D28 1 4-cHex-1-pipa 



D29 1 4-nPr-1-pipa 



D30 1 4-nPr-1-pipe 



\ rif>C 



D31 1 4-cHex-1-pipa 



CI 



D32 4-nPr-1-pipa 



D33 1 4-nPr-1-pipe 



5 3 



ffiH4# 2003-3010155 



#2002-0104 4 7 



[0 0 9 1] 



5 4 mSE# 2003-3010155 



#2 002 — 0 10447 



[S16] 



r Vv h 



No 


K 


Ar 


D34 


4-cHex-1-pipa 


3-CI-4-H 2 NOCCH20-Ph 


D35 


4-nPM-pipa | 




D36 


4-nPM-pipe 




D37 


4-cHex-1-pipa | 


3-Cl-4-H 2 N(CH2)20-Ph 


D38 


4~nPr-1-pipa 




D39 


4-nPr-1-pipe 




D40 


4-cHex-1-pipa 


5-d-6-HO(CH2) 2 0-3-Py 


D41 


4^nPr-1-pipa 




D42 


4-nPr-1-pipe 




D43 


4-cHex-1-pipa 


5-CI-6-MeO(CH2)20-3-Py 


D44 


4-nPr-1-pipa 




D45 | 


4-nPr-1-pipe 




D46 


4-cHex-1-pipa 


5-CI-6-HO(CH2)30-3-Py 


D47 


4-nPr-t-pipa 


- 


D48 


4-nPr-1-pipe 




D49 


4-cHex-1-pipa 


S-CI-e-MeOCCH^sOa-Py 


D50 


4-nPr-1-pipa 




D51 


4-nPr-1-pipe 




D52 


4-cHex-1-pipa 


5-CI-6-HO(CH2)3NH-3-Py 


D53 


4-nPr-1-pipa 




D54 


4-nPM-pipe 




DS5 


4-cHex-1-pipa 


5-d-6-MeO(CH2) 3 NH-3-Py 


D56 


4-nPr-1-pipa 




D57 


4-nPM-pipe 




D58 


4-cHex-1-pipa 


5-CI-6-H 2 N(CH2)3NH-3-Py 


D59 


4-nPr-1-pipa 




D60 


4-nPM-pipe 




D61 


4-cHex-1-pipa 


5-^6-HO(CH2) 2 NH-3-Py 


D62 


4-nPM-pipa 




D63 


4-nPM-pipe 




D64 


4-cHex-1-pipa 


S-CI-e-MeO^H^aNH-a-Py 


D65 


4-nPM-pipa 




D66 


4-nPM-pipe 




D67 


4-cHex-1-pipa 


5-CI-6-H 2 N(CH2)2NH-3-Py 


D68 


4-nPM-pipa 




D69 


4-nPM-pipe 




D70 


4-cHex-1-pipa 


5-CI-6-HO(CH2) 2 N(Me)-3-Py 


D71 


4-nPM-pipa 




D72 


4-nPM-pipe 




D73 


4-cHex-1-pipa 


5-d-6-MeO(CH2) 2 N(Me)-3-Py 


D74 


4-nPr-1-pipa 




D75 


4-nPM-pipe 
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mi 7] 
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4#2 0 0 2 — 0 1 0 4 4 7. 




INO 


p2 
r\ 


. Ar 


D76 


4-cHex-1-pipa 


5-CI-6-HO(CH2) 3 N(Me)-3-Py 


D77 


4-nPr-1-pipa 


D78 


4-nPr-1-pipe 


D79 


4-cHex-1-pipa 


5-CI-6-MeO(CH2)3N(Me)-3-Py 


D80 


4-nPr-1-pipa [ 


D81 


4-nPr-1-Dioe 


D82 


4-cHex-1-pipa 


2-H0(CH2)2O4-Py 


D83 


4-nPM-pipa 


D84 


4-nPr-1-pipe 


D85 


4-cHex-1-pipa 


2-MeO(CH2>2CM-Py 


D86 


4-nPM-pipa 


D87 


4-nPM-pipe 




4-cHex-1 -oi oa 

■f wl IvA • j»i f ^* 


CI 


D89 


4-nPr-1-pipa 


090 


4-nPr-1-pipe 


D91 


4-cHex-1-pipa 




D92 


4-nPM-pipa 


D93 


4-nPr-1-pipe 


D94 


4-cHex-1-pipa 


CI 

u 


D95 


4-nPr-1-pipa 


D96 


4-nPr-1-pipe 


D97 


4-cHex-1-pipa 


5-C!-6-HOCH(Me)CH 2 NH-3-Py 


D98 


4-nPr-1-pipa 


! D99 


4-nPM-pipe 


D100 


4-cHex-1-pipa 


P 

OH 


UIU 1 




D102 


4-nPr-1-pipe 


D103 


4-cHex-1-pipa 


ci 

OH 


D104 


4-nPr-1-plpa 


D105 


4-nPM-pipe 


D106 


4-cHex-1-pipa 




D107 


4-nPr-1-pipa 




D108 


4-nPM-pipe 




j D109 


4-cHex-1-pipa 


5-CI-6-HOCH(Me)CH 2 NH-3-Py 


D110 


4-nPr-1-pipa 




D111 


4-nPr-1-pipe 




D112 


4-cHex-1-pipa 


5-CI-6-HOCH(Me)CH 2 NH-3-Py 


D113 


4-nPM-pipa 




D114 


4-nPM-pipe 
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t 
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f#2 002 — 010447 



mi 8] 



Hh 

>-Ar 



nr N> 



No 


R 




E1 


4-cHex-1-pipa 


5-d-6-(HOCH 2 CH2)2N-3-Py 


E2 


4-nPM-pipa 




E3 


4-nPr-1-pipe 


* 


E4 


4-cHex-1-pipa 


5-CI-6-(4-HO-cHex)NH-3-Py 


E5 


4-nPr-1-pipa 




E6 


4-nPr-1-pipe 




E7 


4-cHex-1-pipa 


5-CI-6-(3-HO-cHex)NH-3-Py 


E8 


4-nPr-1-pipa 




E9 


4-nPr-1-pipe 




E10 


4-cHex-1-pipa 


5-CI-6-(2-HO-cHex)NH-3-Py 


E11 


4-nPr-1-pipa 




E12 


4-nPr-1-pipe 




E13 


4-cHex-1-pipa 


5-CI-6-(4-HO-1-pipe)-3-Py 


E14 


4-nPM-pipa 




E15 


4-nPr-1-pipe 




E16 


4-cHex-1-pipa 


5-CI-6-(3-HO-1-pipe)-3-Py 


E17 


4-nPr-1-pipa 




E18 


4-nPr-1-pipe 




E19 


4-cHex-1-pipa 


5-CW4-HOCH2-1-pipe)-3-Py 


E20 


4-nPr-1-pipa 




E21 


4-nPM-pipe 




E22 


4-cHex-1-pipa 


5-CI-6-(a-HOCH2-1-pipe)-3-Py 


E23 


4-nPM-pipa 




E24 


4-nPM-pipe 




E25 


4-cHex-1-pipa 


5-d-6-(2-HOCH 2 CH2-1-pipe)-3-Py 


E26 


4-nPM-pipa 




E27 


4-nPM-pipe 




E28 


4-cHex-1-pipa 


5-CI-6-(4-benzyIamino-1-pipe)-3-Py 


E29 


4-nPM-pipa 




E30 


4-nPr-1-pipe 




E31 


4-cHex~1-pipa 


5-CI-6-(4-MeO-1-pipe)-3-Py 


E32 


4-nPr-1-pipa 




E33 


4-nPr-1-pipe 




E34 


4-cHex-1-pipa 


5-CI-6-(4-F-1-pipe)-3-Py 


E35 


4-nPr-1-pipa 




E36 


4-nPr-1-pipe 




E37 


4-cHex-1-pipa 


5-CI-6-(4-Et0 2 C-1-pipe)-3-Py 


E38 


4-nPr-1-pipa 




E39 


4-nPM-pipe 




E40 


4-cHex-1-pipa 


5-CI-6-(4-H 2 NOC-1-pipe)-3-Py 


E41 


4-nPr-1-pipa 




E42 


4-nPM-pipe 
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XJ N ° VAr 



No 


R 


Ar 


E43 


4-cHex-1-pipa 


5-CI-6-(4-H0 2 01-pipe)-3-Py 


E44 


4-nPM-pipa 


E45 


4-nPr-1-pipe 


E46 


4-cHex-1-pipa 


5-a-6-Et0 2 CCH 2 NH-3-Py 


E47 


4-nPM-pipa 


E48 


4-nPr-1-pipe 


E49 


4-cHex-1-pipa 


5-Ct-6-H 2 NOCCH2NH-3-Py 


E50 


4-nPM-pipa 


E51 


4-nPr-1-pipe 


E52 


4-cHex-1-pipa 


5-CI-6-H0 2 CCH 2 NH-3-Py 


E53 


4-nPM-pipa 


E54 


4-nPr-1-pipe 


ES5 


4-cHex-1-pipa 


5-CI-6-(1-pipa)-3^Py 


E56 


4-nPM-pipa 


E57 


4-nPM-pipe 


E58 


4-cHex-1-pipa 


5-CI-6-(4-MeOCH 2 CH2-1-pipa)-3-Py 


E59 


4-nPr-1-pipa 




4-nPr-1-DiD© 


E61 


4-cHex-1-pipa 


5-CI-6-(4-HOCH 2 CH 2 -1-pipa)-3-Py 


E62 


4-nPM-pipa 


E63 


4-nPr-1-pipe 


E64 


4-cHex-1-pipa 


5-CI-6-(3-HOCHr4-Me-1-pipa)-3-Py 


roc 
COO 


•rlirr l-pipd 


E66 


4-nPr-1-pipe 


E67 


4-cHex-1-pipa 


5-CI-6-(3-oxo-1-pipa)-3-Py 


E68 


4-nPM-pipa 


E69 


4-nPr-1-pipe 


E70 


4-cHex-1-pipa 


5-CI-6-Mor-3-Py 


E71 


4-nPM-pipa 


E72 


4-nPM-pipe 


E73 


4-cHex-1-pipa 


5-CI-6-(2-H 


OCH2-Mor)-3-Py 


E74 


4-nPM-pipa 




E75 


4-nPr-1-pipe 




E76 


4-cHex-1-pipa 






E77 


4-nPM-pipa 




E78 


4-nPr-1-pIpe 




E79 


4-cHex-1-pipa 






E80 


4-nPr-1-pipa 


■ -CH 


E81 


4-nPM-pipe 
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m2 0] 
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6 1 fflffiW 2003-3010155 




#2 002—0 10447 



No 


n2 
R 


Ar 


E82 


4-cHex-1-pipa 




E83 


4-nPr-1-pipa 




E84 


4-nPr-1-pipe 




E85 


4-cHex-1-pipa 


-0-N>OH 


E86 


4-nPr-1-pipa 


E87 


4-nPr-1-pipe 


E88 


4-cHex-1-pipa 


CI 


E89 


4-nPr-1-pipa 


-CRT 


E90 


4-nPr-1-pipe 




E91 


4-cHex-1-pipa 


CI 

HO- 7 


E92 


4-nPr-1-pipa 


E93 


4-nPM-pipe 


E94 


4-cHex-1-pipa 






f~l III*" t m \JlfJCt 


E96 


4-nPM-pipe 


E97 


4-cHex-1-pipa 




E98 


4-nPM-pipa 


E99 


4-nPM-pipe 


E100 


4-cHex-1-pipa 


! P 


E101 


4-nPr-1-pipa 


E102 


4-nPr-1-pipe 


E103 


4-cHex-1-pipa 




E104 


4-nPr-l-pipa 


E105 


4-nPr-1-pipe 


OH 


E106 


4-cHex-1-pipa 




E107 


4-nPM-pipa 


E108 


4-nPM-pipe 


OMe 


E109 


4-cHex-1-pipa 




E110 


4-nPr-1-pipa 


E111 


4-nPr-1-pipe 


E112 


4-cHex-1-pipa 




_E113 


4-nPM-pipa 


E114 


4-nPM-pipe 


E115 


4-cHex-1-pipa 


-eft. 


E116 


4-nPr-1-pipa 


E117 


4-nPM-pipe 


OH | 
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No 


R 2 


Ar 


F1 


4-cHex-1-pipa 


OMe 


F2 


4-nPM-pipa 


F3 


4-nPM-pipe 


F4 


4-cHex-1-pipa 




F5 


4-nPM-pipa 


F6 


4-nPr-1-pipe 


F7 


4-cHex-1-pipa 


O-vOMe 


F8 


4~nPr-1-pipa 


F9 


4-nPM-pipe 



[0 0 9 7] 



m2 2] 




No 


R 1 


Ar 


G1 


4-Py 




G2 


3-Py 


G3 


2-Py 


G4 


4-Py 


5-^PP-6-(3-tK04r*>^Ptf/U75y)-3-ey^ 


G5 


3-Py 


G6 


2-Py 


G7 


4-Py 




G8 


3-Py 


G9 


2-Py 
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